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g^SS^bT^T^J^y^n;!/^ g#l«£;£ It v^T* <fc V>7 
^fekm^fifc^bTV^^J^T y-;i/S, fcFndpS/^/S, S 
fjUS&J&LTUT* J^y/l/n:* gg|S£;tbTV^t>J:V^y y -;i>:t 

*$/3£, gmS£^bT^T%><J:V^^ J R 2 tt*^M^ ggl££^bT^ 
T%«fcv>y/l/3f/l/3k gg|«£^bTV^*>J^y;i/>r^.;VS> mWk&ZGLT 

v^T : b e t^^T;^^-;I/». ££kmmS£^bTv>T%«t^y y-;i/*, fiil 

fc^bTV^T^^y^l/g, g^Sfc^f bT VnT% <fc VNT;i/=r^$/=fo b < tiT 

y -;i/^-=3p^5b;i/jK-;i/», g^Sfc^bT^T* <fc v>y;i/=3f;i/=kb< «y y - 

ggiS£;£bTv>T*>i^y ^ / g#l*£ 

;£bTV'*T : kJ:V%y;i/3f;i/=fe;b< &y 'J gglS^^bTVNT 

&g (^r> F-;i/^©&g#-5§-e2,4,5,6&sv^*7&) & e> tjfjcisiji3i©a»tt 
r;!/^-;^ ^fctegSiafc^bTv^fei^y y g^fifc^br^ 
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tfJSEiffsp 11-3017504 



10-16211 



j^T^-n/fci/Oiru-zi/f^Jk tFn^r^S, ^;i/^^r$/>H/S, »>7 

ti e> zm. zant&ft 1 1 %> 7t< b - yx® mm. 

[»#£2] ±aa-jR^[I]-C*S*i<52-/NO-3->f > FU;i/vW ^ F£$# 

Mtt^S^IS (sma) , j&£iti&ffi$&ft£ (als) , rt-*yyym. >\y*y 

ftll&ft * 6 Z. £ iC J: 3 &#©3ifT® ^Kf * li&Se^o 
[»$£3] ±K-«*[i]-e*S*i62-7\n-s-^>KU^'7l/>f 5 F«*# 

5: IPIt -5 r £ IC J: £ ^ * IZmmm* 

[»*«4] ±ffl-jK*[i]t?*S*i*2-^n-3->f >FU;i/vb>f ^ K$f*# 
* LTfF^£ tbe» Zt&tiSVx hD7>f -left- 
's., M?6£Mrf S 3 lc<fc *3ffi«03iff ®^B&* 

[ff*£5] ±ffi-JR«[I]T?*S*i*2-AP-3->f > FU;i/Vl/>f ^ F$g*ft 

[»#«6] ±SB-«S[I]7?*atl*2-^D-3->f > FU^lz-T ^ Ff§## 
Sfeti-ecDEUfcLTW^Sti-JSaS 1" * , 'bjffi&S* K J: £ £ M 
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AIDS) lC*f-r£, T*BJ^CD5B^$Pf!l-t^r £{C J: *£#©&f?©^RS*fcfcM&R 



[SMt^l 0] Jiffi— !R5£ [I] T?*3*i52-/M3-3->r > K'J^vW 5 fs§^ 

toxic epidermal necrolysis, TEN). ^Jgfcffi&fiUfcfc ^©Ifc^tt^tif j£,«^B8 
^SJfc&tJflC^fll^l&^iRiS (GVH) tC*f«. IC^f-TS. fflifcJE&iWrSCI 
£ k: J: £ ©^ * 

2] ±13— «^[I]T?*S*lS2-/\0-3-^ r > FU^W ^ FSN* 

3] _tffi— «^[i]*e*2ft£2-^n-3-> f > fu^vw s f«# 

[if 3^1 4] _LS3— JR5£ [I] T?*Sti*2-7\n-3-> (> F'J/i/vK ^ F»* 
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1 0 - 1 6 2 1 1 9( 

mxmi 7] ±K-*«=s[i]Tf*sn*2-^n-3->f >k>;^w ^ mm 

[0 0 0 1] 
[0 0 0 2] 

[$*©&ffi] 

il^ottfc (Science, 267#, 1456H, 1995*£) . 7# h-S/Xfctt, MS&# 

) ?D7f>m (2) o) mmmo-fuvvyy i&imm 

, (4) SoWr^rfl;, (5) 7tfb-i/zfrft<0fcfc (6) DNA©«rtffc, ( 

7) ^©ame^v^n^T-yicjcs^Aftif^tf&ns. l** 
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iff 5p 10-162119 



[0 0 0 3] 

^IJxil TJVyj\>C?-1?§ (Bio Science MH5^^U- : TJKh-S/;*/^ 
»E^»!H», 168K, 1996^) , mm^.mmmm (spinal muscular artophy, SM 
A) (Bio Science ffii7>f^7'J- : 7>K h - S/^/IOfcBS^BW. 173K, 19 
96^) , &3g«EM£fl![at&tf;£ (ALS) (Bio Science fflg5>f^5y- : 7*°h 
-$/;*/2UfcEM*B!Hflr. 176S, 1996^) , A° - =3f > V > 3lg (J. Neurochem. , 69 
1612K. 1997^) , 7\y^yVym (J. Neurosci., 15#, 3775K, 1995^ 
) , MURfeSRSEffi^iRftl* (Bio Science ffifg^^U- : TaKh-S/X/ 
^ig#S«, 196JC, 1996^) , /hBK4*L Sr^*^**©**^^* 
(Progress in Drug Research, 48^, 55K, 1997^) , I^hD7>f - (J. 
Clinical Investigation, 99^, 2745K, 1997^) , $§z£ifJ^}C J: SltAfe <fc 
tf*©tfc©3S$Stt#ft*Hll&?E (DND) (Bio Science Jgfg^^U- : 7?Kh 
-*/^/^KBS^JS!I#, 180, 182K, 1996*£) . iMSfiSM^lC J: *£jfittt4^& 

gftii^lS (Bio Science ffifg^W : 7^ b - $/X/^i*E£5*B!HHr 

, 198JC, 1996^, Skmtftfc, 7^, 357, 364, 370JC, 1997^) , TflyZt-JV 
ffij§F^?-f ^X-Kfif^ (Bio Science ffig5>f^5U- : TtK h -i/^/^ 

i9os, 1996^) , ^i^m^msk^mmm&mmmfDm^B mo 

Science M^^f^'J- : TsK b -2/^/H*E^Bff#. 192H, 1996^) , 
^^tt^.^^±^^S¥ (AIDS) (Bio Science Mfg^^U- : TaKh-S/* 

5 11-3017504 




10-16211 9^ 

/HmE^SW, 156K, 1996^, JttiL 2#, 432H, 1997^) , 

tfJ#tt*ft*5EBj» (TEN) , ^^ffittfiiaftifO^SttfiJt^m^IR^Sfee) 
TflzQUK^Rfc (GVH) (Bio Science M7>f^7'J- : Ttfh 
JttBS^BW. 194H, 1996^) , S&JCtttt»»»* (Bio Science 7 
5U- : r^h-^^/HJ^E^SW» 160H, 1996^) ^MBC «fc SHItfMB 
(Bio Science M7>f^7'J- : 7sKh-5/^/HBE^S!», 162S, 1996 
, Elfil5@E (Critical Care Medicine, 25^, 1298K, 1997*£) , 
^Jfefe4f©#li^fifcfi (Leukemia, 7#, 144S, 1993*£) , >f>X'J>^tt 
*fS#! (Diabetes, 44#, 733M, 1995^) , t?UjVy x)lh • "Vn^&if 
©;7° I) (J. Neural Transmission. Supplementum, 50#, 191K, 1997^ 

»s«03i4f , sift & £it*> L/ < tifpffl-r * mm t & y e> * tnx b 

£tfyjkmZtlT^2> 27^, 15K, 1992^) „ K#K 

h-^fcgibfclgJIIfc t£oT7#h-S/:*t:aMI81" 

[0 0 04] 

Nttgfe * v ^ ic & ^ t f 7— # e> « ffi b * v \ mmv> 

&™&««#nl- £ r (C J: y IHjfcjBfc fifr^ *I^H2§© 



11-3017504 
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[0 0 0 5] 

NMDAfc if CD#£JS*ttT 3 ^ IH>Fasy KJCft^S tl* <fc O fcBlg&Stfc if 

2119K. 1996^) „ 
[0 0 0 6] 

TV^£#Ite&£ : fctf><Z> (Proc. Natl. Acad.Sci. U.S.A., 90#, 7951H, 1993*£ 
, Nature, 367#, 368H, 1994*£, Proc. Natl. Acad.Sci. U.S.A., 89#, 1124 

9M, 1992^) , mstitm**xrt-vm<Dmmm*mmis*fr<D&*kKm^*> 

*l&Kli:if£oT£*;, £U£#rtT'©£^ffitf<fcyfl5<> ten«^«T«fc#* 
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[0 0 0 7] 

®m, 27#, 172K, 1992^) , 2 P>lC±|B©iSttlft*RS&IS&« B»T?a<r© 

T^* 27#, 15S, 1992^, 26#, 62K, 1991*, 25#, 596 

K, 1990^, Trans Proc, 17#, 1454S, 1985*) „ bfr b*0ffclMMfctt& , f 

[0 0 0 8] 

«4i|8l#i:LT«^3S;»##©^««««^S*lTV>fc*« (Mx.tfW095/30682, WO 
97/34890, W097/09339, 4$H§¥2-174778) rtl 7 # h ~ 2^^ffl«W 

[0 0 0 9] 
[»UB#»a b £ e> £ * Z> MM] 

[0 0 10] 
[0 0 11] 
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[ft 2] 

R 1 




[0 0 12] 

T^J^y;!/^;!^ gm^fc^LTV^fc J^y;i/>r^;i/g, fti?:f LT 

v>T=fej:vAT^= 3 p-^*. tt^itumm^rnvx^x^^^^rv-jim. mmm 
y Jim. g^Sfc^bTv^^ «fcv>r;i/^;i/ : fejb< &y u - 

&g (-f > F-;^<z>&e##-e2,4,5,6&&w;r7'&) &e>mcggig<E«g«: 
;v^;vm> mmm^mLx^x^^^rjv^r-^m. w&m*mLx^x&£^ 

T%>£V>TS/;i/g, g#IS£^LTV^t> J:VNr;i/n^pS/ ; fob< ttTV -;i/^*=¥ 

Jim. nWk^zHLx^x*) j^r^/i/* KiiT'J -/i/^a-fc/i/ 
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j^7/i/*/i/*>L<tt7 U-Ti/^^S, t Kn3f5//H6, t/7 
-hdS, fi*3£t:£l/rvvt*J:^7S;ak *fctt7M3$*:/M-?-l:£ 

ffi#IS*6:£ (spinal muscular artophy, SMA) , jffi$ffittfl!l$&ft& (ALS) , 

tt^mmm, m**mz&&mmfa&&T$z<D&(Dmm&wmMmrt (dnd) 
(D^mttc&wmm. &mfcm&^®&&mm&mm&m<D%mmzMtz>. » 

g£3 (AIDS) K^tS, igH^T«©5E$:MJ1-SZli:lCj;^^©5t^© 
«£fc«3iiu *#tt*&8*El»jB (TEN), ##*fflttt«lfci?©#£ffi& 

(gvh) icMts, »MuE&#ina-r*i 
i: k &&ffljt<Dmfi<D^tijt r^tmmm. M%mmmzftt>mm*> v < \,mmm 

\mmm. wutrnzmz. mm^mmt^ztiz^^m^mno^mt^ 

Mtzz£\z&z&W0mfi<D : ?M£t=.&ftmM. >r v yik#&mmm\ztt 



ffiSE#¥ 11-30 



iff i£ 10 — 162119 



[0 0 13] 

etrahedron Lett., 26#, 4015K, 1985^, Tetrahedron, 44#, 2887K. 1988 
^ Tetrahedron, 53#, 585H, 1997^ % Synthesis, 1511K, 1995^. W095/30 
682, W097/34890, W097/09339, #^2-174778) b < l£M®L<Z>Ji&fc <fc *J 

[0 0 14] 

y^^/it, s--7*a/& t-^jum, s<y*)\sm. -ivsomm. 

^\^r^;i/*. tf?^;^ */9w? 

T-frm. v Ff^>;i/g, hUf^;^ ^ h^wvs, ^>#-? 

^^If^^^S. 14-* fJl/slZ/* Z/Z'ri/n/M 
^ [0 0 15] 

it#t^> amv*"f*re%-«fc<, mz-itmmmz-s o<dtk>t 

2-'\=3fiz>-i— f 3-^\^-fe>-i->r;i/S, 2—>?n/\3f-fe— 2 
d 8 -^y** ^iz >- 1 —f JiM* 8 , 1 i-^f*^> 

-1— r;i/S> 8,ii,i4-^^fAhyi>-i-^M^ 4,7,10,13- 
;tf*fh7x>-i->f^i, 9 * # >- 1 9,1 2-;*-? # 

?ijs?x.y-i-4 j^m. 9,12,15-*^ *f* h y i>-i--f A/S, 6,9, 

1 2-^^^^* N'Ji>-l->fM, 5,8,1 1,1 4— f ni^-^ h^^>-l - 



ffi|E4f ¥ 1 1-3017504 
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>f;i/^ 5,8,1 1,14,1 7->f3t^^I>-l->f;i'S, 4,7,10,13 
, l 6,1 9-K3-t^*if:£>- W/I/H, fc£ftf&tf*>*i£o 
[0 0 16] 

tlfctt, ttirt^ #«fctfc 3IHKVvrm?fcJ:<, ii^IE2~3 0©7M 

7 # x y - 1 - >f ji £ £ % \i £ *i s . 

[0 0 17] 

\fu-;im. \?7x.~fr& 4 Jim. 2 -t? jim. truss?- 
/Hk tr^^^-^as, t?^/y;i/*, 

i/y/Hk *~vjim. trny/i/ak ^>ku;i/*, :?y;i/g&£f#&tf e>*i* 

o 

[0 0 18] 

, «*tfjfcsfc»2~3 oors/^a£, 7 "fef-zi/fS, ^ntf^-^s, 

^fy^Dtf^--;!/*, trAn>f/i/2k tfi'tf-f i/Vu^i/JitiJiiS—Ji 
T^n-<;i/a, ^nh/^f;i/S> ^> x /^r;i/S, i-yh^JiM. —nj-jj 

[0 0 19] 

^u^, m^&^Lx^x^^^7Ji^^i/i)L<itrv-ji^^t/ 

MAtf* h*S/*^/jJ?-^/||, xh^ri/^;i//K-;v«, ^abT^^fS/*^- 
-iV7°u¥ji**t/j]jnn-jim. -JV^i/fiJiS-Jim. s--fY*isii 

t-^h^rS/^;i/d<x;i/S, i/V u^yf-Jlyt^i/fiJltf-Jim. is 
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[0 0 2 0] 

*wmm*> r«jjiss:^uTv%T%j:v>y^A/ ; bu< «y y-^**/i/ 
ic^^§y^/^;i/ : fcb<«yy-;i/^^*^^-^Stt. # 

^fy^D^f^^-M, ^/i^-tfift/i/tf?— /i/£, t-^;i/^^-^j;i/^ 

;i/jtfx;i/£, ^<>e;*ftA^-^ 7x3f«M-M, 
*f- 7t % ft — 71/ £ & £ © £ # & If & *i £ . 
[0 0 2 1] 

;wt^-f;i/£, ;fcSW«ife£&^bTV^.fcJ^y/l/3p/l/£, fil?:tLT 
v^*J:v^§»s£, *$£« g^£%bTVAT : fe><J:VNy;i/zi^i/;i/£, 
ttSr^LT^Tt) .fcwy^ y£fc£T*iBSI3ftfc:&/b^^/l'£&^U 

^wt^;^ x^;i/y ^ y ;i/£, 7u if ;vy ^ >/ -ZiftiS—ftM-. >f 

jvtf-jim. ?s two?- juts. J %fttf-ftm. vvu^vfty s J -hft-fc 

-jvm> sOVJhT $ J tifttf—ft^ 7x^7 5 J jjftiS—ft^ £° U Vft 
7?;^j;i/3Kn;H, <ypftJr*t/T 5 7 fc/l/tf— /l/£fe£T<Z>£#&ff 

o 

[0 0 2 2] 

^«AI*ifr, ri6ij|££;tUTv*T%J^y;i/3 i ;i/%b< tty y -^vWi^x 
;i/£j Kiaswsyy -;i/^L<»y;i/= 3 p;i/x;v3j>x;i^£i±, e$M^ St 

fc-nsM. x^>>c;i/^x;i/£, /<>if yx^^x^s, j/^n^Sf -if 
x;i/£, t7* P>*;i/*x;i/£&£©£#&tf e>*i&o 
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[0 0 2 3] 

|£2~3 O07A35rS/ J H/»tb<liTU-;i/^ d P^*> K*5/« 
, xh^>>S, ^Dbr^**2/3t. t-^>*$/3£, 7'J^^^i> */9U«y 

[0 0 24] 

*/i/%b<i*7U x*/i/**g, ^nt: 

[0 0 2 5] 

yn^;i/75^«, >f v7at?;i/7^». y^;i/7^«, t-7m 
75. jm. <<ypfr7$jm. 7i-;b7?;i, try s?/i/7 5 /£*£©£# 

[0 0 2 6] 
[0 0 2 7] 

±lB7;i/^;i/S. 7;i/>r-;i/S. t^^-MS. ru-;i/S, 7wi/g. 7)v 
& 7;i,*;v=fcb<tt7V-;i/f-tf», 7^ yas*tf£bTv*TfcJ:vMt!*2£fc 



ffiE<f#¥ 11-3017504 
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ttn mxityjv^jvm. yjv^-jvm. T;v*-;vm. ru-^s, rt/j^ 

[0 0 2 8] 

yai^;i/T^>^ x^;-;i/7$>^ y T;i/=¥->^ 

, try s?>a*©fliJKfS6*fctt**3ii^s»6T^ >«u -^h^^/ur^-* 
mm&> v>wt&* *^>mi&. m^m&. v^nm> %m&. wf-jim&* 

•7D>iS, 77^iS, =i/\*gB6, i/a.VWt> TXn;i/tf>iE^^#lf ^> 
[0 0 2 9] 

[0 0 3 0] 

H#©5fi3Wtt. #yi*;i/£!I> Sta^I*fctt*&5[c©^JBi:bT» 



fttSEff 11-301 



10-16211 91 



y^KA/i/S'tf />*©*»& M;ttf#y t^-;n^ny K>%b<»sKyr^/* 
7 y ym^^^y ^u^omtbWt^ m^i^r y t < 

©£&iz/bn ■£©*& #, n^f-y. *)i>7. mm®. 75^73 

[0 0 3 1] 
[0 0 3 2] 

, i&»y K*>f ^a***, x#;-;i,, 

(«iLtf^x>»xt;^x>a^-hy9A«E©*»*) , iWtl 

[00 3 3] 

Mft^ai&SBStSKtt. fStt«^&tJf**«, AIM© by. 
[0 0 3 4] 

62>\ □ 7^y^»7^*^x^x^M^#ft^©tt*3Wti»'&bfc^ 

# y X5 1 1/ > & if o^mmzmm vx^r- ?m t ? £ 0 
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[0 0 3 5] 

bT©JE&»fc^*bxyni/--/i/3!lfc*s. 

[0 0 3 6] 

^^©^®0DHi^^^F*Lv^#*^ K-&3*ifcffl/««J©«St SIMM 
1 B$jl~1000mg, b< &5~500mg 1 ®&V%b$t[IUCfc>#T&-^"r 

§z:i:*>if bv^ 

[0 0 3 7] 
[0 0 3 8] 
[0 0 3 9] 

snswiiSiibTtt-r^To-jWiifii aE#&#Mfl£L *^tbfc«Kis*ifiiB, «ft 

bfciMl!&"$\ ^S**v^ttW^B»^3te^-X^WJC«»bfc«Ill6l*:^) 

[0 0 4 0] 

K©S^«ii:bTtt#a©^»€:3a^"e^, 

-^tf^lS^fii^IRK:*^** b < tt*©(S3l*: bTf^^n? £&£8&2in-r 

[0 0 4 1] 



msE4#^ 11-30 




[0 0 4 2] 

[0 0 4 3] 
Lit 3 J 



1 0 - 1 6 2 1 1 9( 







R 2 


X 








: X = 


Br, R 1 


= CH 3 ,R 2 = 


R 3 = H 






:X = 


Br, R 1 


= CH 3 , R 2 = 


COOteu, R 3 = 


H 


itS® 3 


: X = 


Br, R 1 


= CH 3 ,R 2 = 


H, R 3 = 5-CH 3 






: X = 


Br, R 1 


= CH 3 , R 2 = 


H, R 3 = 7-CH 3 






: X = 


Br, R 1 


= CH 3 ,R 2 = 


H,R 3 = 5-CI 






: X = 


Br, R 1 


= CH 3 ,R 2 = 


COO'Bu, R 3 = 


5-CH 3 


<t£® 7 


X = 


Br, R 1 


= CH 3) R 2 = 


COCfeu, R 3 = 


7-CH 3 


lt£®8 : 


X = 


Br, R 1 


= CH 3 ,R 2 = 


COO'Bu, R 3 = 


5-CI 




X = 


Br, R 1 


= R 2 = CH 3 , 


R 3 =H 




it^M 1 0 . 


X = 


Br, R 1 


= CH 3 , R 2 = 


(CH 2 )6CH 3 , R 3 


= H 


[0 0 4 4] 













* i . ? * ^mmmmmmo s n p £ s 7 # h - * cdshrbbf* 



its® 



(nM) 



(AM) 
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fts#* 4 
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3 
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7 
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it&m i o 



* s n p ymmmm-zwfe, **mmm-zvm. 

[0 0 4 5] 

ftlltffl 1 

[0 0 4 6] 

iPHHifSIIljfoJiiS (Porcine Ovarian Granulosa Cells, POGC) lt4kj3H<Dft&. (E 
ndocrinology, 136#, 3470JC, 1995^) ICfEV^ *J £o 

i©«BJfi^H&PBSK:|fJii»Llft?a^«tt-S«f^%3ia< »J *M-UMJ&&8s 
^fS 0 .jfcJRfc UT^&tlfcPOGCSr^ifi (lO^^M^^tfDMEM) T?SJ»*l/ 

(37*c, 5% co 2 ) 2Hraayr>*a'<-*-*e«*bfc©'&, 

<»JC«%&^«IU m^^n>7;i/X>h (0.7-2 x 10 5 HSflg/well) IC 

Sf&-g-*jQ;V^DMElU&i6 (5 /ig/ml h7>^7x'J>, 40 ng/mL A>f FOU/l/ 
4 mg/mL ? ^iMfT^^ > (BSA) , 100 nM r>Kn^>^> & 

^tf) -e^#bfco ^cdpogcjc, NO|g£t£MI£bT#ie>*i£SNP (-hn^i/i/ 

Kth'J^, Na 2 [Fe(CN) 5 N0] , 0.5 mM) *1M7LZ> £ 6 fM^tf)f[£ST*&-f^T 

1 ic^-To 
[0 0 4 7] 

ft L fee * fcik&ys 3—9 W IT «J^T©##MiC^1"c 
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[0 04 8] 



[0 0 4 9] 



L1C4 J 




N 
H 



CH 3 



[0 0 5 0] 

y K-;P (150 mg, 1.15 mmol) &THF (3 mL) lC?§;fr b fc?§$lC40 
r ICT0.96 M^ftx^;i/V A (1.20 mL, 1.15 mmol) %M?L. 40 *C 

\ZT30£mnWbfr o RfoWLZ^tV#$S!L, teftUDtm (Chem. Ber., 764 
K, 1964^) iCfc T£$L £2,3-^0 ^-N-^^l/VWW ^ K (155 mg, 
0.575 mmol) &THF (5 mL) Ci&fr Lfc8JS£fllI;t, gfi£T-IRJI#l,fc. * 
^T£JC5«tC20X<A^*»?S (0.5 mL) SiHAT»#PLfc||, »£E«|f|{Cj: 

(0^X^;i/: ii-a.^^>=i:io~1:3) fC£oT5|fS£U ft-&«3 (185 mg, qu 
ant) £*§&@ft£LT#£ 0 
m P 158-159 r 

*H NMR (CDClg) 5 2.51 (s, 3H), 3.18 (s, 3H) , 7.13 (d, J=8.4 Hz, 1H) , 7. 
33 (d, J=8.4 Hz, 1H), 7.82 (s, 1H) , 7.96 (d, J=3.0 Hz, 1H) , 8.66 (brs, 
1H). 

IR (KBr) 3360, 1690, 1590, 1420, 1370, 1150, 1090, 800, 730, 600 cm -1 
MS m/z 318 (M + ) 
[0 0 5 1] 
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[0 0 52] 
[it 5] 



CH 3 





CH 3 



[0 0 5 3] 

7-*^/I/>f >K~A' (153 mg, 1.17 mmol) £THF (3 mL) iC^Lfe^JC, 
40 V ICT0.96 MJMfcX*-/!/^**** (1-22 mL, 1.17 mmol) ft**., 40 
x; KlTSO^IBiaffbfe. £tf**M*T?**PU 2,3-^o=e-N-*^;i^ 
>f >>f 3 K (158 mg, 0.588 mmol) &THF (5 mL) Kl*^bfe*«[«:inA, ^ 
K:T2ft|BI«*Pbfc. xK^T^miC20%<^.^7K^ (0.5 «L) £#DX.TJi# 
bfc«U «ffi«»ICJ:yTHF«:**U »^^Dn^>«bfe. 

A^D7h^7-f- (iilf^ : n-/v^-^>=l:10~l:3) KlJ:oT«H8b, 
ft-&*4 (171 mg, 91%) lifeiftiltti^ 
mp 153-156 X: 

H NMR (CDC1 3 ) 8 2.54 (s, 3H) , 3.17 (s, 3H) , 7.1-7.2 (m, 2H) , 7.88 (d, 
J=7.6 Hz, 1H), 7.99 (d, J= 5.0 Hz, 1H) , 8.69 (brs, 1H) . 
IR (KBr) 3320, 1690, 1430, 1380, 1150 cm" 1 
MS m/z 318 (M + ) 

[0 0 5 4] 
##0U3 

[0 0 5 5] 

2 1 mSE#¥ 11-3017504 




■ 



H 

# [0 0 5 6] 

b-tUUjy F-;i/ (153 mg, 1.01 mmol) £THF (3 mL) tCigfr Lfc?§?&lC, 
40 r ICT0.96 M^-fbX^^^^^S/^A (1.05 mL, 1.01 mmol) ZjjQz., 40 

-f ^ F (136 mg, 0.505 mmol) &THF (5 mL) IC» LfcmWiZMz.. gfi 
£T2BfrHi*#Lfc. *#T£jS*C20K^Sfcto8« (0.5 mL) £;&tIX.Tig# 

A^D7h^7-f- (flxf;i/ : iw\3M7->=l:10~l:3) ICfcoTffigU 
^ ft»5 (146 mg, 8555) »*§£@ft £ LXmtz.* 
mp 227-229 *C (decomp.) 

h MR (CDClg) 5 3.18 (s, 3H), 7.2-7.3 (m, 1H) , 7.38 (d, J=7.2 Hz, 1H) , 

8.0-8.1 (m, 2H), 8.78 (brs, 1H). 
IR (KBr) 3350, 1690, 1600, 1410, 1370, 610 cm" 1 
MS m/z 338 (M + ) 

[0 0 5 7] 

[0 0 5 8] 
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CH 3 



CH 3 



[0 0 5 9] 

^4*3 (H8 ■*» °- 370 mmol) * THF (5mL) 4 10 lCT 

*;-tert-^/l/S>#-#*- M97 m S> °- 44 mmol) ^ tfU 

(2.3 mg, 0.019 mmol) ZMx.. 4 1C CTlB#K3f #bfco 

, #>f/l/*9A*nvl^9:7-f- (»1*^*' :,| - / ^* >=1:10 

) ICioti^bt, (75 ng, 48%) &f feifti: btf fc. 

mp 76-79 

*H NMR (CDClg) 6 1.69 (s, 9H) , 2.47 (s, 3H) , 3.19 (s, 3H) , 7.21 (d, J=! 
.4 Hz, 1H), 7.60 (s, lfl), 8.08 (d, J=8.4 Hz, 1H) , 8.14 (s, 1H) . 
IR (KBr) 1700, 1430, 1360, 1240, 1140, 1060 cm" 1 
MS m/z 418 (M + ) 
[0 0 6 0] 

[0 0 6 1] 
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CH 3 



CH 3 
Oc^ N vsO 




CH 3 H 




t-Bu 



[0 0 6 2]* 

ffc£ft4 (100 mg, 0.313 mmol) £:THF (4 mL) K.f&frL1zf&ttLK.+ 4 *C (CT 
i/-tert->T^;i/i;^-7K^- h(82 mg, 0.38 mmol) £; 3^7 ^ / fcT U Vy 
(1.9 mg, 0.016 mmol) fcfltl*., 4 TC iCTl^lfflflHf, S &tC£fiCTll$|ffl*# 

x^^:n-/\^>=l:10~l:l) tC<fcoT¥f$gLT, ft"&*7 (139 mg, quant) 

mp 54-57 TC 

X H NMR (CDClg) 8 1.67 (s, 9H) , 2.66 (s, 3H) , 3.18 (s, 3H) , 7.1-7.3 (m, 
2H), 7.59 (m, 1H) , 8.05 (s,lH). 

IR (KBr) 2960, 1710, 1610, 1430, 1380, 1210, 1140, 1040, 850, 740 cm -1 
MS m/z 418 (M + ) 

[0 0 6 33 
*#« 6 

[0 0 6 43 



2 4 
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[ft 9] 




[0 0 6 5] 

ft^-^5 (88 mg, 0.259 mmol) £THF (3.5 mL) &C|gfr 4 t: iC 

XP-tert-7?J\sP h (68 mg, 0.31 mmol) £¥*^)VyS. J \£ V 5? 
y (1.6 mg, 0.013 mmol) 4 *C JCTl.«pRI«^L/fe. )xfam*ffi&^M 

U a^fc^U*^*^* 13 ^^^ ~ (»Bfc:n^/b : n-/\^p-9->=l:l 
0) lCj:oTffi$gbT, ft^8 (89 mg, 78%) £ £ bT#fc„ 
mp 155-157 "C 

h NMR (CDClg) 8 1.72 (s, 9H) , 3.20 (s, 3H) , 7.36 (dd, J=1.2, 8.4 Hz, 1 
H), 7.83 (d, J=1.2 Hz, 1H) , 8.14 (d, J=8.4 Hz, 1H) , 8.21 (s, 1H) . 
IR (KBr) 1700, 1510, 1440, 1360, 1260, 1230, 1200, 1140, 1060, 1000, 820 
, 750, 700 cm" 1 
MS m/z 438 (M + ) 
[0 0 6 6] 

[0 0 6 7] 
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[0 0 6 8] 

y^bfefc^fcl (100 mg, 0.327 mmol) fey-feh> (10 m 
L) tC**»bfe»*K:, KBfcfcy** (49.8 mg, 0.360 mmol), «fcWC5;**/l/ 
^ (0.04 mL, 0.43 mmol) fcj&D*., Mil^T, -HM#bfc e £j£«C7K ( 

*^;i/^^A^n^h^^"7^- (^X^;i/: n-/v^r-9->=l:10-l:3) tC<fco 
T«$gb, ft-£%9 (89 mg, 85%) £$E*§&®#£ bT#fc«. 
mp 155-158 1C 

X H NMR (CDC1 3 ) 8 3.17 (s, 3H) , 3.89 (s, 3H) , 7.2-7.4 (m, 3H) , 7.90 (s, 
1H), 8.06 (d, J=7.6 Hz, 1H) . 

IR (KBr) 1770, 1700, 1580, 1510, 1430, 1370, 1230, 1150, 1120, 980, 800, 

730 cm -1 
MS m/z 318 (M + ) 

[0 0 6 9] 

[0 0 7 0] 




[0 0 7 1] 

DMF (0.5 mL) lClSUc«th'i^ (tttt. 60-72%, 34 mg) IC, ^ 
©^ftCJiy^bfefl:^*! (130 mg, 0.425 mmol) <Z>DHF*)ft (2 mL) £#0 
*a-e30^ia«*Pbfc. ^©a^ftKlltfl: n-^^/l/ (0.60 mL, 4.3 mmol 

2 7 11-3017504 
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* (50 mL) &fl0*., */>7UU*$y (200 mL x 2) ffikZ-f-fr (100 mL x 1) 
fCk'JijffiLfco £«M (50 mL x 2) fca^frS/tfAT? 

^X^;i/:n-/\^p-b->=l:lO-l:l) JCfcoTHSU ft^tlO (39 mg, 23ft) 

h NMR (CDClg) 6 0.8-2.0 (m, 13H) , 3.16 (s, 3H), 4.20 (t, J=7.2 Hz, 2H) 
, 7.2-7.5 (m, 3H), 7.95 (s, 1H) , 8.08 (m, 1H) . 

IR (KBr) 2950, 2880, 1770, 1710, 1620, 1510, 1440, 1390, 1210, 1180, 113 
0, 1020, 980, 840, 810, 740 cm -1 
MS m/z 402 (M + ) 
[0 0 7 2] 

[0 0 7 3] 

)Bii*ntfli*aftfi, ^-^>y>», A>^>h>^ asKfisRStt^ 

m&mm^<D t u%kB. '&^&ft&*±m®ffi (aids) % tp£tt$&8?EiRjK 

# 

(ten), ^m^u^^^^mm^m^t^mzmm^m^Rm 
(gvh) , zzKimttmrnm^VLmnzz shaus, is^^^tt^ife 
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[MUM**] 



000173762 

J&HS£Affi***fl:^flBfcffi 

598023997 

^S»^^±#fflT 1TB279 
l#!4 0 3f 



1# 



- 1 



1 
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[000173762] 
1. ^3S¥^H 1 9 9 5^ 4J! 1 4 0 



1 
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as m a s m w 



glj#-if [598023997] 
1. 3E3e$U!H 1 9 9 8^ 2^230 

3-5f 



2 
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